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ConSrnisiion No. 2'i32 



Amendments to the CjajmsK 

This listing of felaims vvil! repiace a!! prior versions, and listings, of ciaims in the 

application: 

Listing of Claims : 

1. (Originai) A comppynd of the formula i: 



OR, OR. p 



-R8 {1} 



or a salt thereof, whemin 
n isO, 1 Of 2; 

R1 Is H, Xr(Ci.s) a3%i-. {Ci.i?)aikylC{Q)-vX2-{Ca^) aikenylerie-, Xr(Ca^) alkynytene-. Xt-(C3.. 

7)oyclDaik$ne-(C,4ai!«yl8ne~. or Xraryl^{Ci-6)8lkVlene-; 
Xi fS H, (Ci.«)alkyi, (Cs^r^cycloaikyi. (Ci.i4)alkyi substituted by {G3,7)cydoalkyl-ORsv-SR8, 
.NOs, MIo or {C,-e)alkyiCfO)-; afyi,afyi-{Ci.«)alM-. -OBa> -^R,. -NQj, ha!o, {Cii2)a:ik^ 
G(0)-, mono- ordKCM)alk>1amlno, amino(Ci.,6)aikyi-:, or mono- or di-(Ci^)a!kyi3mfnd(Ci. 

i6)afkyl; 

Xs is H, {ei.i4)aSkyl, (C3.7)c^loalkyl(e^.i4)alkyi substituted % (G3^)cyclo3iKyi -DRa -SRa, 

-fslOs. haio or (C^s)a^ky^G^O^i aryS. aryKQi-iaJalkyl-. am!no(Ci,i6)alkyt. or mono- or df-(Ci. 
4)aikyl3mir^o(Ci.i6)aikyl; 

R« is H, (Cr-,s)alkyl, ar/i, or CCi,is)aikyf substituted fey (Cj.7)Gycloiikyi, ar^fl, -OH, -0-(Pi^)a8cyi or 
hala; 

Rz, Rs. R4 arid Rg are iftdeper^denty hydrogen or (Ci-isJarkyl. FJs is also phenyl or (C,.,6)aikyi 
which is substituted by phenyl, wherein ftere i? no more thsh a tofe! of 18 e^rbon atoms In 
the cpmbir?ed Ri/Rs, R4 and Rg i^ikyi subs^ients, or Ra and together orRa and Rs 
together form an acetal group; 

R6 is hydrogen or (Ct^) alkyi; 

R7 is H. (Gi.t8)aiky|, phenyl, pyridyl, (Ci,,?)aikyi substituted by (C3.r)Gycioalky!, -ORx. N3, haloy 
-N(Rxk «-0-{Ci^)a]kyl, -OG(GHGM6)atky3 or pyrsdyi; -V-Rt, or a substituent of formula 
ilaorlila 
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Ha Ilea 

wherein 

R9 is from 0 to 3 substsSuents selected froni (C,^)alkyi. -0% -SR^, -NO2, halo, -Ma, 
(Gi;i2)alky!C(P)-, mono- or dKpt^aikyiamino, arniRo(Gi.is)aiKyi-> moriio- Of 

¥ is a linking group selected from <C,.,p)alkyi% -{C^^j,)aikyi^ne-CO-N(R),)KC^-io)ali^^ 
KGo-,o)a!ky!e5e-N{Rs<)^CO-{Co.id)aiky!eiie-.-{Co.,Q)aik 
-(Gt.io)aikylerie-G-C(0)-(Cr.iQ)alkylene-,-(Go-io)alkyiene-G^b^^^ 

or <Co.i4aikylenehary!em-(Co.i8)^iky^ 
is H, (Ci.4)aikyl or phenyl; 
Rfe is (CM6)afkyl or (G^,i6)aikyl whteh is substituted by {qs,?)cyc!oaikyi, ~GR^, N3, halo, 

-H^^i, -0-(Ci^)alkyl, .OC{0)-(Gi.is)sikyi or pyridyl; 
R8 is H. halo.^Ns, {Gi.t6)3lkyl, -Z'fe-is)alkyl, {GmsW substituted by (C3,7)cycioalkyi, -Nj. 

-N<R^)2, -Z-het. -ORa or -SRa, -Z-{G,48)alkyi suiastitoSed by (Cs,r)GycloaJkyi, -N(R^)2, -Z- 

n^t -ORa or -SRs, -G(Ci.,g)aikyl8n6^N3, -G{Gi.ig)alky!e 

{Ct-i6)aikyi, -(Gfi.6)aiky!en6^(0)C-G-(C,,,e)aJ^^ -(Gt^)alKylene-GG(OHG3.?)cycioalky!, 
-MaiKyienMP)C^Q-(Ga.r)Cycloalky!, pyndylv -OG(0)0(Ci,4aikyl. -G^CQ-X-R,. or-O- 
GO-(CHz)^-0-(CHj)(t,-X-R^ vvherein X is a direct faor^d, (CM2)a!kyiene, {Gi.«)alk6riyt8rie or 
(C„3)aikynylen8 and Rj is H, (Cs^cydo^, pllenyl, pheiiyi substituted by one or more o^^ 
ohioro, methoxy, (Ci.i8)aikyi or {CM6)a?ko)£y, pyrroiyi, fcranyl, thiofuranyl, ihdolyf, 
benzofufanylvbenzothiofuranyf or pyridyl and each m is independent^ a numberfrom O to 
13. -Z-het. -ORa, -SBa, mono- or di-{Gt.4)alkyiaminb, amirto(Ci-ie)afkyV, rno^ or 
dHGM)8Skytamin6{CM6)a!ky!, -Z^.S!((G^^)aikyi)3 or a substituent selected tom the followirtg 
two farmulae: 




Z Is a direct barsd, -{C,,,,)aikyiene-, ■•{C-,.i2)aikyiene-0-, ~0-(CM2)aikyiene-, -(C,-i;)alkylen^ 
N{R..)-, -N(R,:-, -N(R,)-(C..,2)alkyiene-, -N{RxhC(0)-, -KHRxVC(0) (Ci-,2)alkyiens-. 
-(Cv.i2)aikyier.8-N(RK)-C(0)^"(Ci^)a!kyiene-N(Rx)-C(0)-(Ci.8}aikyien^. -(Ci.i2)a!kyiene- 
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N.r ' ,^^3kvleTe-C0-0 ore- : CC C ,o-.'ere- 

C(0)-0'C A \ve^e \C ^' , v^D*^ C =k,>crc"'"xC i^iky re- -CO-sCi 

N(RJCvJ!0 i'^ i..aK>/ TP VRJ CiO) 0-(C jaikye--^ 'C .-Ikyb^o O CO N,P> 

:'a>'vysere- -'C-, 8)aikydre-0-C0-K'^.uC , ai^yie^© 0-CO 
C CO 0- -,C 1 a -v^e-^e O CO-0- -0-CO-0-(C i:^a kv „ro- o ,Ci .)a ky'e-e~") ^iO) 
0~(Ci.,5)aikvi8ne-; 

^jaikviei*^ -,C o^kyiei ^i^P.)-C{0) {C,8)alkyle-!e- -C \^ !a'i-/!o^^ 

^^K'€MO-CC\<'^ -{C, )a!kyue- OC O O, u c-KySc-c. 

vC, )al^y5ene-C0 (C ^ la kyk -iu- 3 i '^re- CO Ki'^^ ! > O (C, 
;a i<y -<,C, . .^lkv!ene-N(Rx;-C\0) C (C< *)aiKy ene. 0-CO N!'Rx> '.L. ^sVi^^y o- 

(C .13 ^ yierr-O CC-\(R^-(a^)aSkyiene-, -0-C0-0-{a.'2)alkylene- or -(Ci^)a!kyiene-0- 

Ci'0)-0-/C<.(i)aiKyiene: 
R1C s TOT x"^ to ^ ■substin.ents selected from nyoroxy naio -[0 /'iaikyl -0-(Ci.ir)alkyl, 

{C^ \2} s-Cs 7 -cycioaiky5, -(CH?)o ia-a>T' -iOhz)f^u -het 
het is a hetsrocyclic or heteroaromatfc nng; 
prsl-18; 

with the proviso -J-sat when n is 2 and Ri is (C,-6)aikyi-CH=CH- or (C3.6)cycioajki^-CH^CH" then 
R; is not H Of (C, 8)a!ky{ or R« is not ■ O GO-X-Rz or~0-CO-(CH,)rn-0-(CH;).,-X-R2 where 
X is a direct bond, (Ci..2)a;ky;ene. (Gi.ioialkenylene or (CM2)aSkynylene and R^ is H, {0% 
sjcycloaikyi, phenyl, phenys substituted by one or more of chloro, methoxy, (Ci-is)3tkyi or 
{C,s)3iko.w, pyrrcly!, furanyi, thiofuranyl indosyi, benzofuranyl, ber^zothfefuranyl or pyridyi 
and eacii rr? is indepenctentiy a number fror^i 0 to13, and with the further proviso that Rs is 
not -OH when n is 2, R7 is H or methyi and Ri is 3-r«8thyibL!i-1-enytene. 

? (O- iginai) A compound as ciaimed m claim 1 , or a sait thereof, whemin; 

n is 2; 

R1 is X-(Ci 5) afky!-, X2-{Cj^) aikenylene-, Xi-(C>7)cycioaiky}., orXr{C3-7)cydoaik3ne-(Ci. 

;,)aSkylene-; 

Xi is H, -/jaiKyI {C; ,)cyc;iu«5\y. -iC- -r}a s..i!>st u:?Q by (Cj /}cycioaikyl, -ORa; -SRg, 

'KOi haio or ■ C- v)alkyiCiO)- gr/, ap,'S-(C ,aKy.- or -ORa: 
Xz IS H, (C< ,p)akyj {C. -scycioalkyi -(C.. :)aiKy sJbstitiitecs by (C3-7)cycioaikyl -ORa, -SRa, 

-NO2, halo or (C,.i2)aikyiC(0)-. aryl. aryi-{Cvia)aikyi-; 
is H, {CMsjaikyl. ary!-. or (CM8)a{kyl substituted by (C3-?)cyc!oaikyi or aryl; 
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H2, R-5 R4 and Rf are indepspdei-s^y hydrogen or (CM)alkyi, wherein there is no more tnan a 
toln! of 3 carbori aicrs i;&j;edaiiy no more than 4 carbon atoms, in tse combined Rz, Rs, 

Ra and R5 aikyl substituems: 
R6 is hydrogen or (Cs .g) alkyl; 

R7 is H, (Cv8}alkyj, R„ (C,.ia)aikyl substituted by (C3-7)cycioalkyl, -ORx, N3, halo, -N(RJj, 
-0-(Ci.«)aikyf, -OC(OHCi,^s)aikyS or pyridyS; or a substituentofformuia lla or iiia 



.R9 



R9 



R9 is from 0 to 3 substituents sei=cted f; o'li !Cs.5)a!kyi -OR^., -SR^. haio or -Nj, 

Y is a iinking group selected fror- -C(0)N;(R.)-, -C0-0-. -(C■,,1:)aikyie^^^■C0-0-. -COO {C- 

v>akylene-, ■(C..,,>)a;kysens-CO-0-(Ci.,c-)a!kyieiTe-, -(Gi-.o^alkyiepe-OCfOi-iC, 

it))alkybne-, -CO-, -(Cvi.-;}aiky;ene-CO"> ■•C0-(C,-i2)aikyiene-. -(Ci.iG)aikylene-CO-(Ci. 

,o)aikyiene-, -(CMr.}aikyiene-(R.)N-CO-, -{Ci.io)a!kytene-(Rx)N-CO-0-(Ci.^o)afky!ene-, or 

-(Co..«2)aikylene-arylene-{Cn-i;)aiky!ene-: 
R, !s H. (Ci.^)alkyl or phenyi; 

R8 is {C^ ,6)aikyi,-Z-(C,.,s)aikyl (C, i;)aiky! substituted by (-0^ ;)cvck^3ik^, -N3. or 

"N{R,t):; -Z-{Ci.!s)sikyi substikited in the alky! ponson by (Cj-,')cycioalkyi, -N3. or-NfRjt)^, 
-(Co.6)aikyiene-(0)C-0-(C,,,6)aikyi. or a substituent seiecled from the foibwing two 
fotmulae: 



J / 
or 

2 is a direct bond, -(C,.i;islkyien«.s -N(R,)-C(0)-, -N(R.)-C(0)-(C,.-,;)3ikvieru3 . -;Cv-)ali<ytene- 
N(RO-C{0.)-, -(C..s5aikyierie-N(R,)-C(0)->;C-..}a;ky!sne-. -(C,.-;iaiKyier:e'CO N(R;;-. -CO- 
N(R;> (C, ,:}a'kylene-, -(C,.3)aiky[ene-CO-N(R0-(C,.8)alkyiene-, -CO-NiR,)-, -C{0)-0"(Ci. 
,J=aikylene-, -C0-(C..i2)aikyiene-, -C{0)-, ■■N{R.) C(0)-0-, -NiRj C(O)-O-(0, ,2)aikyiene-, 
-(C; ,j)a!ky;ene-N{RO C(0)-0-. -(C,^)a!kyiene-N(Rx)-C(0)-0-(C^8)aikyl8ne-, 
■■(C- ,,.)a!kyiane-0-CO-N(RO , -0-C0-N{R>,HCvi2)aikyiene-, -(C,^)alkyiene-Cs-CO-N{R,)- 
(Ci-^.}afkylene- or -0-CO-N(R,)-: 

Z, a difect borsd, -(C..i2)aikyiener or -C(0)-; 

RlO is from 0 to 3 substituents seiected from hydroxy, haio, -(Ci.i7)a!ky!. ■0-{C,.,7)alkyl 
-(CH,),..rC3.7-cycioaikyl, -{CHjkia-ary! or -(CHaVio -^et; and 

het is pyridyf. 
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3. (Originai) A cofn pound as ciaimed in claim 1 , or a sait thereof, wherein: 

R1 is (C1..6 aikvlVe^henyiene-; 

R2, F^3 snd R,,, independent^ are hydrogen or (C;.4) aikyl, wherein there is no more than a total 
of 4 carbon atoms srs the combined R2, R3, R4 and Rg alkyi substitLjet^ls; 

Rs ss {Ci,.4)alkyl; 

R6 is hydrogen ormethys; 

R7 is H or (Cr.s)alkyi; 

R8 is H. -N3, (CM,5)aiky!, -Z-(CM6)aiky!, (C,-i6)3ikyi substituted by (Co-/)cydoaik>i, -N3, or 
•'N(R:<)2; or -Z-<Ci.i6)aikyi substituted in the aikyi porteon by (C3-7)cycloa!kyL or 

R9 is (CH2)q.2-Cs.,7 cydoaikyi, (CHaVs-Cg-? r>etero-cyclic, (CH2)o-2-C6.-f aryi. or (CHsVa-Cs-r hetero- 
aryi; 

X fS (C1.12) aikytene or (C,--) aikenylene; 

RIO isfrorT5 0 to 3 substituents selected from hydroxy, halo, -(Ci..s)3ikyl -0'{C,,s)alKyl. 

~(CHg) , ..g-Gs-r -cyclo^lkyt, -CeH2)wo-^ary! or -{CH^-io ~tiet; 
hetiis pyridyl; 
nis2. 

4. (Origir?al) A compound as claimed in claim 1, or a saiithereof, wherein: 
Ri is -CH-CH-f-propy! or -CH-CH-f-butyi; 

Ra, Ra, Ri: and R5 independertiy are hydrogers or methyl; 

R6 is hydrogen; 

R7 is H or (C«) alkyt; and 

n is 2, 

5. (Originai) A compound ss clair^ied in clairn 1 , or a sait thereof, wherein; 
R, is X,-(C3,7}cycloalkane-(Ci,s)aikyiene- or X2-(C3.3)cyc!oaikene-; 

Xi is hydrogen: 
X; is hydrogen; 

Rz, R3, R,i: and R. independently am hyclrogeh br rrietsy I' 

Re is hydrogen; 
R.is Har(C,^)alkyl; 
Rs is hydrogen; and 
n is 2. 
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6, (Previousiy amended) A pharmaceutical composilion comprising a conipound of formuia I 
accordsng to claim 1 , or a pharTriaceutlcally acceptable salt tliereof. 

7, (Original) The phsn-naceufcal composition of ciam 6 compr'rslng a phafmaceutlcaily 

acceptabie carrier or diluent 

8-9, (Canceled) 

1 Q. (Ongifjai) A ptocess to pjepare the compound of the rarmula I 

R7 




0^ m 



or a salt thereof, wherein 
nlsO, 1 or 2; 

R1 is H. XHC,^) alkyS-, (Ci.^2)a]kVlC(0)-, XHOm) aikenylene-, Xrfc) alkynylene^, XiKCs. 

s)cyc!oafkyl-, Xr{C3,9)cydDaiKsne-, Xi-aryK Xr{C3.7)cydoa!kane-{Ci4aikylene-, Xz^iQs. 

7)cycroa!ken&-(Ci,s)aikylene-/orXraryKCi.s)9i!<yl8iie-; 
X, is H. (Ci.u)alkyl. (C3.7)cycloaikyl, (CM*)3iky! substlMed by (C3.7)cycloaiky!, -OK, -SR^.. 

halo or (Ci.6)alkyiC(0)-; aryl, aryKCi,t2)aiky!-. -OR3, -SR^, -NOj, halo, (Ci.,2)aikyl- 

C{0)-, mono- or dKCt^)a!kylamino, amino{C,.^6)aikyi-, or mono- or dKCi.4)alkyia?n!no(Ci- 

lelsikyl; 

Xa fs H, {Ci.i4)alky!, (C3-7)cycloaikyL(Gt.t4)aikyS substifejted by (C3.7)cyc!oalkyi, -OR3 -SR^, 

hafb or {ei4a^i-C(0)-; aryi, sryKCr.i2)aikyls amino(Ci.i6)a|kyl- or mono- or di-(ei- 
4)aSkyfam!no(Ci:iB)aiky{; 
is H, (Ci,,B)aikyi, aryl, or (Ci.,s)aikyi sijbstituted by <C3.7)cycloaikyl, aryl, -OH, ~0-(C,-s)alkyi or 
hato; 

R2, R3, Ra and Rg are independenSy hydrogen or (Ci.i6)alkyi, R5 is also ph«myl or (Ci.«)aikyl 
which Is substituted by phenyS, wherein there is no more than a total of 1 8 carbon atoms in 
the combined R2, R3, R4 and Rg alkyi substituents. or R2 and R4 together or R3 and R5 
together forni an acetal group; 

R6 is hydrogen or {Gi,s) alKyfe 

R7 is H, (Ci.is)alky!, ph^yl pyridyi, {CM8)aikyi substituted by (C3.7)cyclosikyl. -ORx, N3. halo, 
-N(Rx};': R.o -0 (C,4i)aikyi. -OC(0)-(Ci-i6)2aikyi or pyridyi; -Y-Rb or a substituent of formuia 
ya or ilia 



.7, 
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R9 




wherein 



R9 is from 0 to 3 substltuents selected from (Ci^)aikyl, -OR^, -SR^, -NOj, halo, -Nj, (Ci, 
i2)alkyiC{0)-. mono- ordi-{Ci^)a^ylam!no, amino{Ci-5s)a!kyS-, mono- or dKC,. 
4)aikylamino(Ci.i6)alkyl, (CHaWCs-rCycioafkyl, (CH2)a.a-heterocycl!G, {CH2)a.2-C5,7aryi, or 
{CH2)o.2-h©t8roafyi; 

Y is a iinking group seiecJedfrom -{C,.,o)aiky}-. -<CD.io)aikyf8ne-CO-N{R,)-(Ca.io)a!kyiette-. 
-(CQ.i3)aikylen&-N(Rx)-CO-(Co.io)a!kyiene-.-{Cq-iD)alkyier5e'CaO-(Co.ic)aikylene-, 
-(CMo)alkylsne-0--C(OHCi.w)alkyten&-, -(Co.io)alkyiei\e-CO-(Cci.id)aiky!ene-, -(Co. 
io)alkyi8ne'(Rx)N-CO-0-(C^,o)3ikyiene-,-(Co.io>alkyfens^O-CO-(Rx)N-(C£5.io)aiky!en8~or 
-{Go-i s) afky lene-ary!en&«{Go.ia)alky!er}6-; 
is H, (Ci.4)aikyl or phenyl; 

Pss is (C.,.56)aikyl or (Ci,is)aikyi which is substituted by {C3-7)cyc!oaikyi, -ORi^, N,, hato, 
-N(R,,)2, -0-{Ci.€)aikyL-OG(0HCi,,6)alkyr or pyrldyi; 

R8 is H, tiaio. -N3, (CM6)aSkyi, -Z-(CMe)aikyi, (Ci.i6)alky! substituted by (C3-7)cycloaikyS, -N3. 

-N{Rx)2, -Z-^het. -ORa Qf -SRa, .Z-(Ct.i6)a!kyl substituted by {G3.7)cycioaikyi, -Hz, -N{Rx)j, -Z- 
het -ORs or^SRa. -0(C,-,6)aikyiene^N3,-0(CM6)alkylene'N<Rx)2. ~(Co,8)alkyierie-OC(0)' 
(C ,s)a!kyi, -(Co.6)alkyiene-(0)C-0-(CMe)aiky!, -(Go^)alkyiene-OC(0)-(C3.7)cydoaikyl, 
-(C.j.3)a;kylen6-(0)C-0-(C3.7)cycloalkyl, pyridyf, -0C(0)0(Ci.,2)aikyj, -O-CO-X-R^. or-0- 
CO-(CH2)^-0-(CH2)m-X-Ri wherein X is a direct bond, (Ci.i2)aikylene, (CM2)alkenyieneor 
(Ci.i2)alKvnylene and Rj is H, (C3.s)cycioaSkyi. phenyi, phenyl substituted by one or more of 
chloro, methoxy, (Gi,t8)a!kyl or (C,-,a)aikoxy. pyrrofjivfuranyi, tfiofuranyl, indofyi, 
berizoftranyi. benzothfofuranyi or pyridy! and each m is independent^ a number from 0 to 
13, -Z-h6t, -GRg. -SRav mono~ or di-{Cu)aikytamino,amino<ei.i8)aikyi-, mono- or 
dKC,.4)aiky!aniino(CM6)alkyi, -Z-S!((Ci^)a[kyl)3 or a substituentserected from tlie foiiowing 
two formulae; 



O 





and 



Rx 
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Z is a direct bo"a, -{C ^valkyleie-. -(CM<')aikyiene-0 0-{C ,)^yyifn'> -;C ^aKysere- 
N(R,)-, -i^{K.)- -X^R.UO jp.ky ere-, -NfK,)-C'0;- -NR.) C^OkC, -la lc>/eie 

CO Ni'^j- CC N;^ , i.C< i^>)3lkYiene- -(C «)a!Kyte-e-CO K',R ; 'C, .saxv >^re- CO- 

-C(0, 0->Ci i<;;als^viF^e- (C Jaikylene-CO- -<C. ^lakviene CO- C ^ ,'al vene -CO ^C, 
i:^dkvle-c- -C(0: , 0(0)0- -N H i-C '■^>C C j.ks-ie i~- ; 0^ - la <y'et &- 

\iR.)-C{0: O- -(C „)3lKV,ene-NvRxrC,C'* C nv -re- T Ky .,r CO 
O-C0-\(4x)-(Ci .2)a!ky ene-, -(Ci-8)aiky!ene 0-CO-Ni'Rx)-(Ci s)aKy ene- 0-CO-NiR,)~ - 
0-C0~0-, -(C,-,2)alkyiene.(>C0-0-. -0-C0-0'(Ci..2)aikylene- or~(C.-3)alkyiene-0-C(0)-0- 
(Ci.f<)aSKylene-; 

!s 3 ci! cctl::;rr >C --./aky e-, -C-;C jaskylere-, \{R>,KC ^y^Uv ene- -%R^)-0{0)-{C^ 
u)5 kyienc \C, ^)ftky!ene-NvR.)-C(0) (C- 3)3 <y.enp- -CO-N R ) (C ^^iky ere- 
-(0. 5)aikV!ene-C0-'^-J^R>iU< a^fJkylene-, CC(Oi (C, 1 )a,kyiene- CiO; O- C i-jaKyiene- 
-(C^ p)alkvieP8-C0-;C, )a k/ie"^ -CO {C ^)aikyene -C(0)- -NiR>j C(0> O (C 
ijlaikylere-, -(C ^/askyle-K^NlRx) C^O)-0-(Ci steky one-, -O CO M'RO-(C. ..^aikyiore-, 
(C- Oalkyie«'e-0-CO-M(H<) (C ^)akylene 0-00-0(0 .Vik/iene as (C iaikylene-0- 
C{0)-0-{C,.,fiiaikyle!!e-; 

R10 is from 0 to 3 sJDi>Li\.ei -^o a,;ed It^m hya oxy, halo, -^d ,7jaiKy! -0-(C,,iv)a Ky'. 
-(CH2^s-C>. cyd3?*Kv1 -(Oh,;c o-ary or -{CH2)3.'o -J^et; 

het !S a heierocyciic or hereroafon^atic ring; 



With trie prov so **^aUvren ss2^ndF? s (0< siaKyl-CH-OH- c (C^ scvdo-aiKyi-CH-OH then 
s no* h or iC, gia.Ky! or R„ "iot-O-CO-X or-O-CO tC^i:V-0-(C'-lj^-X Rr where 
X iS a d-'-oc: bold, iC ky er e (Z :)a Keny tre or ;C 'ai-<yny er^G and R is H (C- 
a'icvc oa <y o'^e'i^' p^^e'v^ <oub$t t^tcd Dy ore cr noiu '>.t chio 0 rrethox-/ (0- 'A 
{C^ ^a*cxy p^roy ^r?-> «^^io'".'c. y -Joy ccrzC" f"vI oef^zothioVarvl or pyndv 
eacn n s iHvJfcpferc^ - 5, j <^do" ^'C ■'^ f " 3 10 s Ms- 'j'~te ^>'-"v so that Rg )S 
ro -O ^ vvten > s 2 ^/^twrr et^ / an.-i R is .'^ .-^e* n' I j:-' env e-e 
comDnsmg tfie tosiowsng steos: 

(a) -eactng the compound of torrnsjla Vi or an acto adcft on ssi? theroo* 



p !S 1-18, 



1 ^ / 

wherein R? and Rg are defined above, visth theeompound of formula VH 
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wherein R? ans? Rs ar6 defined above, to form a compound of fofmula VSli 




(b) hydrolyzing the compoiind of formiiSa Vltl, 

11. tOnglna l) The procsss as ciaimed in dairri 10, wherein step (a) is conducted a poiar 
organic soSvent or in the presence of a weak base arid a polar prganic solvent. 

12. (Original) The process as dlalmed in daim 1 0, whefein^^ eomppund of is prepared by 
reacting Sie compound of Xi 




wiTerein Ri, Rg and are defined in ciagr? 10. wit^ an acid ohloride shthe pms0nce of a base 
and a solvent 

1 3 (Originai) Ths process as ciaimed in daim 12. wherein the add diioride is of Sie fonnuia 
RssCOCi, wi^erein R<2 is an appropriate substltuent based on the definition of Rg; the base is 
tfietiiylanime and the solvent is dichloromethane. 

14. iOriginai) The process as dairmd in eiaim 10, wherein the compound of Viii is prepared by 
reacting ttie compound of Xi 
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O 



OH ORj 



R1- 



OH 



wh&rein R^, R; and R? are defined in Cisin-^ 1 1 w^th a carboxyiic acid in the presence of a 
carboxyisG acid coiipilng agent arKi an activating agent 

15. (Original) The process as ciamied in claim 14, wherein iha carboxyiic sc-d is of the fomiuia 
RtjCOOH wherein R-j is an appfopriate substituent based on the definition of R-i. the c3rbo>yi!C 
acid coupling reagentis 1-(3-dffriethy^aminopropy5)-3~ethyic3rbodi87iide hydrochloride arsd Itie 
activating agent ss 4-dlmethyaminopyridine, 

16. {Ong;nah he process as ctaimed in claim 10 wherein the compound of formula Vil is 
prepared by cleaving 8ie compoLind of forrr>ula XXXI ii 



reacting t!-?e compound of XXXIV wiUi an organornetaHic compound inttie presence of a solvent 

mixture, 

17. {Onginai)Th,e process as ciainned in ciaim 16, wherein cteavingthe conipourid of formula 
XXXlil is carried out \n the presence of a periodatesalt in a solvent 

18, (Originai) The proct^ss as cislrned in claim 17, whereirtthe periodate salt is sodimi 
periodaie and thesofvent iS methanoi. 




,0 



wherein Rs ss defined h claim 10, to obtain the compound XXXlV 




0 
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19. (Original.) The process as cJaiajed in ciaim 16, wherein the organwietaiiic ca'npound is an 
Grganochrorniiir?^ cofnpound, and the solvent mixture compnses of a poiar organic solvent snd 
an inert organic soiverst. 

20. (Orsgina!) The process as claimed In claim 19, v^herein the polar organic solvent is N,N- 
dimethylfonnamide and the Inert organic solvent is tetrahydrofuran. 

21 . (Originai) A process to prepare the compound of ^e formula I: 



or a salt thereof , whereiri 
n'ssO. 1 or 2; 

R1 is H, Xi-(C,4 afKyS-, (Cr.i2)aikyiG(pj-;X2-{C^4) alkenyl^ne-, X^^^ atkynylen^. 

XiKG3^)cyGioailcyh Xr{Ci-s)GyGlbalRene-, Xra^^ 

XrCCs 7)cycioa!kene^(Ci^)alKylene^. or Xi-an^^(Ci.e)ai^^^ 
X, is H, (C>r4)atkyl, (C3.7)cydoaikyl (Gi.«>aiky! substlMed by (Ga^Tlcycloalkyl, ~ORa. -SR«, 

^NOa, haloor {C,4alky!C(0)-; aryi, aryi-{PM2)aikyi-, -DR^, ~SR«, -NOj. halo, (Ct.«)alky!- 

Gp)-, mono- or dh{Ca)aliQiamiRp, 8ri>inp(Gi.?6)a!ky!-, or mono- or dH;Ci4)alkylaminQ<pi. 

X? is H, tCi.M)a!kyl, (C3-?)cyclQaiky[, (G^t4)aikylsubstituted by (G3.7)cycloatkyi-ORa-SRa, 
-NOa, halo or {Gi^)aikyl'C{0)-; 3!^, ary!-CGi.i2)alkyK amino(Gi-i6)alkyi' or mono- or 
di-{Ci4)al!<i^ari:5lho(Ci.is)aikyl; 
Is H, (Gt.i9)aikyl, aryl. or (C,.i8)aiNyf substituted by (C3.7)cycio3iky!, aryl, -QH. -0-{Gi^)alkyf or 
halo; 

Rj, 1^, R4 and Rg are independenly hydrogen or (Gi;.iR}alkyi, Rs ls aiso phenyl or (Gi-i6)alkyl 
vvhich Is substi&tsd by phenyl, wherein there is spnipre than a total of 18 carbon atoms int 
the cornbioed R2* Rs, R^ and R5 alky! substituents, or R2 and together or R3 and R5 
together form ari acetal group; 

R6 is hydrogen or {C,.g) alKyl; 

R7 is H {Gi.,4)aikyl, phenyl, pyridyl, (C1.^s)aikyi substituted by (C>7jcycloaikyl, -ORx, Na, haio, 
-M{Rx)2, Rx, -G-(Gi4a!kyi, -OC(dHCi.ts)aikyl or pyHdyl; -Y-Rt, or a substlftjent offormula 
lla or Ilia 




6R3 GR, 
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m Ola 

wherein 

RS is from 0 to 3 sybstituents seiected from (C,,3)aikyi, GR^. -SR^, haio, -N;.., 

(C,.i:)aikylC{0)~, a-or-Q- or 6l-{C4)3\k^]5rr\ir)0. arrisno{C,.;c)aihyl-, n^ono- ordi-fC;. 
,)aikylamlno(Ci,i.3)aikyL (CH;)o.n"C;.rcyGloa;kyU;CH2)5.;.-h3t8rocyclic., (CH;;)o..;-C5.7anyl, or 
(CH2)o.2-heleroaryl; 

Y is a linking group selected trom -(CMa)alkyl-, ■(C;-,.,c.)alkylene-CC>N(R.)-(CcMc-)a'i<ylene-, 
-{Co.icr!a!Kyiene-N(R,>CO--(Co.io}a!kylens-. -(C.).-in)a!kyiene-C(>0-(Co.<o)all<yiene-, 
-(C,-i.:,)a;Kyjene-0-C(G)-{C;,,o)alky)ene', -sCf.^c)aikyiene-CO-(Co.io)aiky!ene-, 
-{C^;o)aii<yiene-(R;)N-CO-0-(Cc,o)a;kyi8ne-. ■(Co-io)alky{ene-0-CO-(Rx)N~(CB-io)aikyiene- 

or -(Ccv.is)alk7!ene-arylene-(Co.is)alky1ene-; 
R, is H, (Ct^)alkyl or phenyl; 

Rb is (Ci.is)alkv'l or ^C,.i5)aiky! which is substituted by ;'C;..>cydoaikyl, ---OR;,, N3, hale, 
-N(R,h, -0-(C!.s)alkyS<-OC{0)-(C..:.)ar.<:.^ . ^ i vr^;.^ 

R8 is H, haio. -Nj, (CM,)aikyi, ~2-(Ci.i«)aiKyl, ■c:;.-.:,;.;;^,! subsMuted by (Ci.?)cyci03lky!, -N3, 
-N(Rx)2, -Z-het, ~ORs or -SR3. -K-iC. - Jaiky: substituted by (C;, -,)cydoalkyl, N^, -H{RC)i, 
-Z-hel, OR, or SR,,. -0(C,.,,)aiky!ene-N3, -O(Ci.i5)alKyiene-N(R0:., -(Co.5}aikylene-OC(0}~ 

.(Co.5)3!Kylene-(0)C-0-(C3.;}cycioa!K'ys, pyMyl. -0C(0)0{Ci.,2)alkyf. -0-CO-X-R^, or-0- 
C0-(CH2V0-(CH,)^-X-R, wherein X ss a dl;ect bond. {Ci.<2)3ikylene, (CM2)3lk8nyleneor 
(Ci.t2)srKynylene and R, is H, (C-. .jcycloaikyi, phenyl, phenyl substituted by one or more of 
chloro, metnoxy. (C,.:;Oa!kyl or (C--..}a;koxy, pyrrolyl, furanyl, t^ilofuranyi, sndolyi. 
ben,?o^uranyl benzothiofufanyi or pyridyi and each m is independently a number from 0 to 
13, -Z-het, -ORs, -SR=. mono- or Gi-iC,.,)o'\oj\:v)\\no afr!ino(C;..:jOaiky.i", mono- or 
di-(C<,4a!kylsmino(Ci.is)3!ky!. -Z-Sj{{C,^-)3lkyi>i or a substituent seiected from the following 
two farmuige: 




Z is a direct bond, -(C,.,:)3!kyler!e-. -(C- -cjaikv-ene-O-, -0-(C,-,^)alkyisne-. -(Ci.<;,}aiky1ene- 
N(Rx>, >N(Rv)-, -N(RxHC,.,2)a!kylene-, -N(R,-)-C(0)-, -N(R,)-C(0)-(C,,i2)alkyiene-, 
--■;■C•).r^)aikyiene■■N(R>:)-C(0)■-,-(Cv8)aikyie^e-N(Rx^C(OHC^s)aikyie^e-,HC^12)a^ 
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CO-N(R.)- -CO-N(R^!-(C, .'i/aikyiepe-, -( C'-^;aiky ier;e-CX>Ni R^HCi-s.^aikyiene- , -CO- 
N(R<)-, -(C,.t2)alkylene-C0-0-, -(C,-.f)a!ky1ene"0~C(0)-, ~0C(0)-(Ci,,2)aikyiene-, -C(0)- 
0-(C,_,^)alky!ene-, -(Cvi2)a!ky;&ne-CQ-, -(C.,,)aikytene-CO--(Ci^.,)aikyierie-. -CG-{C,- 
;a)alkyien&-, -C(0)-, -N(Rx)-C(0)-0-: -N(R.)- C(0)-0-(Cvi2)Kikyl8ne-, -(C:.,,::)askylene- 
N(R,)-C{0)■0-.-(C^^)aiky:ene■■N(R,)-C^0^0KC1.a)aiky^e^£^ 

-0-CO-!\(Rv)-fCv,;)alkyiene-, -(Ci.8)3!Ny!emvO-C0-N(R.V(CM)a^kyiens-, -0--CO-N{R.V, •• 
0-C0-0-, -(CM2;-aikyiene-0-CO-0-. -0-C0-0-(C,--:)3lkytene~ or -(C;.f,)aiKylene-0-C(G)-0- 
(C^.ijjalkyiene-: 

Zi is a direct bond. -(C.^jaikyiene-, -0-(Ci-^2)alkytene-, -N{RxV(Ci.i2)aikylene-. ■N{R,VCiOi-{C,. 
r;)aikytene-. -(Ci.s)alky-lene-N(R,V-C(OHC,.a)aikyfene-, -CO-N(R,) (C,,-,)aikylen^, 
KCv8)aikyiene•Ca-N(R0-{C..pJalkyle^e■^-OC(OHC^1^)aiky]^^^^^ -C(0)-0'(C.M!)alkyiene-. 
-(C^4)a!kyieneC0-(,Ci.e;)aikytene-, -CO-(C.. ;j)alkylen^. -C(0)-, -N(R.)-C{0)-0-(C 
,2)alkyiens-, -{C,.^)aiky!ene-N{R,)-C(0)-0-(Ci.s)aikyiene., -0-C0-N{R,V(Ci.i2)alky!ene-, 
-{Ci,s)alkylene-0-CO-N(Rx)-{Ct-a)alkyiene~, -0-CO-0-(CMa)aikyier)e- or -{Ci^)a!kylene-0- 
C(0)-0-(Ci.s)alkylene-; 
RiO is from 0 to 3 substituents $ele>cted from hydi-oxy, halo. ~(Ci.,7)aikyi. ~0-(Ci.i7)alkyi, 

"(CH;;}i.6-C3.7-cycf03ikyi, -(CHaViB-aryi or -(0^12)0.10 -tiet; 
he! is a heterocycilc or heteroaromatic ring- 
pisl-IS; 

o^!^ci-r ' s2.-'T3- s^O Jaikv Cl-<=CH-o oriK/ C ^Ch-'hen 

R-ssnot^ 0 vC ,Jk, o-R,ibrot-0-COXR or~0 CO 'CM ^ ^CH , v R, » .-re 
X s a dirac' Do-'a Ci ■'aK\.lene (C. ^)aiker ,'l»ne or ( C -^aikyr v^^ ^ ^><^ ^ 

^ru. jakaxy Dyrrolyl fura^>! * u i <. tervo^ansi DenzotNs' --v o 

! r dy " " each m "depcxferBv a numba from 0 to •'3 and w.^t tia Ji*^er p ov so 
t R ! . r 0* -< /^hen n es 2, R? fs H or methyl and Ri iS 3-m8tfiy3but- 1-enytene. 

comprssing tne foisowmg $tepv«5: 

(a) rescfeng a compound of formuia XU 




wherein R, and R;. are defined above. and are protecSve groups, and R'" is a 
{C,.f,)aikyi, with the compound of formuia Vi 
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R8 



wherein R? and R3 are defined above, to form the corripound of formula XL!] 




(b) deprotectihg the comppynd of fcrmuia XL!!. 

22. (Ofiginai) The procass as claimed in claim 21. wherein R"'is ethyi, Pj Is terf- 
butyldlmethylsify!, and P4 is seiec;ted from benzyl or naphSiirnethyl ethers. 

23, (Griglnai) The process as claimed in claim 21, wherein the compound of fomiula Xlf is 
prepared by reactlhg the cprnpoMnd of fofrnuia XL 



wherein Ri. Pj and P4 are defined in ciasn 21 wim a conipGund haying t^e foiiowinsfdrmula 



wherem Rg andR'" are defined in dab 21 and is a protective 0roup. 

24. (Ongirsal) The process as claimed in claim 23, wherein the reaction is conducted in the 
presence of a Lewis acid and a soiveni 

25. (Original) The process as claimed In claim 24, wherein the L^is acid is SnGi* and the 
solvent is a mixture of CHsCig and heptane. 




RS~d 




-16- 



